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compound of the general formula (1) 



V-A-B-W C 




(D 



wherein 

is hydroge^ a substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituteckor unsubstituted aryl residue or a saturated or un- 
saturated, optionally substituted heterocyclic residue; 

R 2 is hydrogen, a substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted or unsubfetituted aryl residue, a saturated or unsaturated, 
optionally substituted Heterocyclic residue, an optionally substituted 
alkenyl residue, an \ptionally substituted alkinyl residue, 

-NR 2 COR 2 ', -NR 2 CONR 2 2 or 



-NR 2 S0 2 R 2t , -NR r COO! 
-NR 2 CSNR r 2 ; 



20 



R 2 ' is hydrogen, a substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted or unsubstituted aryl residue or a saturated or un- 
saturated, optionally substituted heterocyclic residue; 



25 



R 2 " is a substituted or unsubstituted alkyl, alRenyl or cycloalkyl residue, a 
substituted or unsubstituted aryl residue or\^ saturated or unsaturated, 
optionally substituted heterocyclic residue; 



U 



is a direct bond or a substituted or unsubstituted 



[kylene group; 
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is a substituted or unsubstituted alkylene group, -NR r CO- or 
r NR r S0 2 -; 

A and B are each independently of one another a 1,3- or 1,4-bridging 
phenyl^ne group or a 2,4- or 2,5-bridging thienylene group each of 
which may optionally have additional substituents, 



W 

C 
R 3 



is a direct bon^or a substituted or unsubstituted alkylene group; 

or 



is a direct bond or 

\ "FT 

6' x o 

is hydrogen, a substituted or unsubstituted alkyl of cycloalkyl residue, 
a substituted or unsubstituted aryl residue, a saturated or unsaturated, 
optionally substituted heterocyclic residue, an alkylamine residue, an 
alkylamide residue or is connected to one of R 4 , Y, R 5 or R 6 , if present, 
with formation of an optionally substituted heterocyclic ring system 
which includes the nitrogen atom to which R 3 is bonded, and can be 
saturated or unsaturated and/or can\ontain further heteroatoms; 



R 4 is hydrogen, a substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted or unsubstituted aryl residue, a saturated or unsaturated, 
optionally substituted heterocyclic residues an alkylamine residue, an 
alkylamide residue or is connected to one orR 3 , Y, R 5 or R 6 , if present, 
with formation of an optionally substituted heterocyclic ring system 
which includes the nitrogen atom to which R 4 \is bonded and can be 
saturated or unsaturated and/or can contain furthek heteroatoms; 



is CHN0 23 CHCN, O, N or S; 



Y 



is a direct bond or an optionally substituted alkylene or 



;kine group; 
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R\ is absent, or is hydrogen, a substituted or unsubstituted alkyl or cyclo- 
alkyl residue, -N0 2 , -CN, -COR 5 ', -COOR 5 *, or is connected to one of 
a3 . Y, R 4 or R 6 , if present, with formation of an optionally substituted 
carb^cyclic or heterocyclic ring system which includes X and can be 
saturated or unsaturated and/or can contain further heteroatoms; 



R 5 ' is hydrogen, ^substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted orimsubstituted aryl residue or a saturated or unsatu- 
rated, optionally Substituted heterocyclic residue which can be 
saturated or unsaturate^ and/or can contain further heteroatoms; 



R 6 is hydrogen, a substituted o^unsubstituted alkyl or cycloalkyl residue, 
a substituted or unsubstituted aryl or arylcarbonyl residue, a saturated 
or unsaturated, optionally substituted heterocyclic residue, an 
alkylamine residue, an alkylamide\esidue or is connected to one of 
R 3 , R 4 , Y or R 5 , if present, with formation of an optionally substituted 
heterocyclic ring system which includes the nitrogen atom to which R 6 
is bonded and can be saturated or unsaturated and/or can contain 
further heteroatoms; 



with the proviso that if A is a phenylene group and y is -NR 2 CO- or 
-NR r S0 2 -, C is not a direct bond and X is not N; and thei^ physiologically 
acceptable salts and stereoisomers. 




A compound as claimed in claim 1, 



wherein 



R 1 is hydrogen, met 
pentyl, isopentyl,- 



yl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
intyl, hexyl, cyclopropyl, cyclopropylmethyl, 
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cycldbutyl, cyclopentyl, cyclohexyl, phenyl, benzyl, tolyl or a substi- 
tuted Derivative thereof; 

is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isdnentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclo- 
pentyl, cyclWxyl, phenyl, benzyl, tolyl or a substituted derivative 
thereof, an optionally substituted alkenyl residue, an optionally 
substituted alkifwl residue, -NR r S0 2 R 2 ", -NR 2 COOR 2 ', -NR 2 COR 2 ', 
-NR 2 'CONR 2 2 or\NR 2 'CSNR 2 ' 2 ; 

is hydrogen, methylAethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, nedpentyl, hexyl, cyclopropyl, cyclobutyl, cycl- 
pentyl, cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative 
thereof as, for exampld 2-chlorophenyl, 2-methoxyphenyl, 2,4,6- 
trimethylphenyl, 4-meth<Wphenyl, 4-t-butylphenyl, 2,5-dichloro- 
phenyl, 3-chlorophenyl, 4-chlrtraphenyl, 4-trifluoromethyl phenyl; 




is methyl, ethyl, propyl, J§0$ppyl, butyl, isobutyl, t-butyl, pentyl, 
isopentyl, neopentyl, hexyl, l,\,l-trifluorobutyl, allyl, cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, phenyl, benzyl, tolyl or a 
substituted derivative thereof, 4-etiiylphenyl, -C 6 H 2 (CH 3 ) 3 , 2-chloro- 
phenyl, 4-chlorophenyl, 2,5-dichlorbphenyl, 4-trifluoromethylphenyl, 
campher-10-yl, 4-methoxyphenyl, Wt-butylphenyl, 2,5-dimethyl- 
pheny 1 , 3-chlorophenyl, 2-methoxy\s -methylpheny 1 , 2 ,3 ,5 ,6-tetra- 
methylphenyl, 2,3-dichlorophenyl, 2,4Vdichlorophenyl, 2,6-dichIoro- 
phenyl, 2-naphthyl, 3-trifluoromethyl{ihenyl, 4-fluorophenyl, 2,4- 
difluorophenyl, 2-chloro-6-methylphenyI, 2-chloro-4-fluorophenyl, 
2,5-dimethoxyphenyl, 3,4-dimethoxyphehyl, 3-chloro-6-methoxy- 
phenyl, 2-trifluoromethylphenyl, 2-alkylsulfonylphenyl, 2-aryl- 
sulfonylphenyl, 3-(N-acetyl-6-methoxy)aniliW 2-methoxycarbonyl- 
phenyl, 4-N-acetylphenyl, 4-ethylphenyl, 3-ahloro-4-fluorphenyl, 2- 
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fluoVophenyl, 3-fluorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 
3,4-&ifluorophenyl, 1-naphthyl, 4-trifluoromethoxyphenyl, 2-trifluoro- 
methdxyphenyl, 4-chloro-2-trifluoro-phenyl, 2-trifluoromethoxy-4- 
bromo^phenyl, 2-fIuoro-4-trifluoromethyIphenyl, 8-quinolinyl or 
a group Of the formula 




CH, 




is an optionally substituted C,_ 5 -aikylene group; 

is a 1,3- or 1,4-bridging phenylene\group which is unsubstituted or 
carries at least one alkoxy or halogenoVesidue; 

is a 1,3- or 1,4-bridging phenylene grotsjp which is unsubstituted or 
carries at least one alkyl residue; 



is a direct bond or an optionally substituted 



4 -alkylene group; 
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is a\direct bond or 




or 



A. 



o o 



R 3 is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, 1-methylpropyl, 
isobutyl, tXbutyl, pentyl, 2-methylbutyl, isopentyl, neopentyl, hexyl, 
C i .4-perflu(yroalky 1, cyclopropyl, cyclopropy lmethy 1, cyclobuty I , 
cyclopentyl, Wlohexyl, cycloheptyl, 4-methylcyclohexyl 5 3,3,5-tri- 
methylcyclohexyl, 5-methyl-2-hexyl, allyl, propinyl, phenyl, benzyl, 
tolyl, benzoyl orV substituted derivative thereof, C M -alkylamino-C M - 
alkyl, C^-dialkylamino-Cj^-alkyl, amino-C M -alkyl, C^-alkyloxy- 
C M -alkyl, dialkylaWiino-C,. 4 -alkyl, amino-C M -alkyl, C^-alkyloxy- 
C,_ 4 -aIkyl, C l . 2 -perfluoroalkyl"C 1 „4-alkyl ) 



i 

(a1) 



Pr 
(a2) 



N 
I 

Et 



06) 




N 



(a11) 




(37) 




(a8) \ 


z ?Sr 


•P 




(a12) 


(a13) 


(314) 
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is connected to one of R 4 , Y, R 5 or R 6 , if present, with formation of an 
optionally substituted heterocyclic 4- to 6-membered ring system 
which includes the nitrogen atom to which R 3 is bonded and can be 
saturated or unsaturated and/or can contain further heteroatoms; 

is hydrogten, methyl, ethyl, propyl, isopropyl, butyl, 1-methyl-propyl, 
isobutyl, t-Wyl, pentyl, 2-methyl-butyl, isopentyl, neopentyl, hexyl, 
Cf^-perfluonilkyl, cyclopropyl, cyclopropylmethyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cycloheptyl, 4-methylcyclohexyl, 3,3,5-tri- 
methylcyclohexyX 5-methyl-2-hexyl, allyl, propinyl, phenyl, benzyl, 
tolyl, benzoyl or a Substituted derivative thereof, C,_ 4 -alkylamino-C M - 
alkyl, C M -dialkylamino-C M -alkyl, amino-C M -alkyl, C M -alkyloxy- 
C M -alkyl, Ci.2'P er fl u ^T a ^yl-Cj_4-alkyl, one of the residues (al) to 
(a51) or is connected tc> one of R\ Y, R 5 or R 6 , if present, with 
formation of an optionallyv^bstituted heterocyclic 4- to 6-membered 
ring system which includ^Nhe' nitrogen atom to which R 4 is bonded 
and can be saturated or unsaturated and/or can contain further 
heteroatoms; \ 

is CHN0 2 , CHCN, O, N or S; \ 

is a direct bond or a substituted or unsubstituted methylene or methine 
group; \ 

is absent, or is hydrogen, methyl, ethyR propyl, isopropyl, butyl, 
isobutyl, t-butyl, pentyl, isopentyl, neopentyl, hexyl, cyclopropyl, 
cyclopropylmethyl, cyclobutyl, cyclopentyl,Vyclohexyl, -N0 2 , -CN, 
-COR 3 ', -COOR 5 * or is connected to one of R\ Y, R 4 or R 6 , if present, 
with formation of an optionally substituted caroocyclic or heterocyclic 
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4\ to 6-membered ring system which includes X and can be saturated 
or unsaturated and/or can contain further heteroatoms; 

R 5 ' is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclo- 
pentyl, cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative 
thereof; \ 

R 6 is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, 1-methylpropyl, 
isobutyl, t-butyl, pentyl, isopentyl, 2-methylbutyl, neopentyl, hexyl, 
C M -perfluoroalkyl, \ cyclopropyl, cyclopropylmethyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cycloheptyl, 4-methylcyclohexyl, 3,3,5-tri- 
methylcyclohexyl, 5-mMhyl-2-hexyl, allyl, propinyl, phenyl, benzyl, 
tolyl, benzoyl or a substituted derivative thereof, C M -alkylamino-C M - 
alkyl, C M -dialkylamino-Q>alkyl, amino-C M -alkyl, C M -alkyloxy- 
C M -alkyl, C ] . 2 -perfluoroal^^y 1 . 4 -alkyl, one of the residues (al) to 
(a51) or is connected to d>nA oyR 3 , Y, R 4 or R 5 , if present, with 
formation of an optionalljysuhratuted heterocyclic 4- to 6-membered 
ring system which includes the nitrogen atom to which R 6 is bonded 
and can be saturated or unsaturated and/or can contain further 
heteroatoms. \ 

3 . A compound as claimed in claim 2, \ 

wherein \ 

R 2 is -NR r S0 2 R 2 ", -NR 2 'COOR 2 ', -NR 2 'C©R 2 ', .NR 2 *CONR r 2 or 
-NR 2 'CSNR r 2 ; \ 

R 2 ' is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclo- 
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pentyl, cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative 

thereof as, for example, 2-chlorophenyl, 2-methoxyphenyl, 2,4,6-tri- 

methylphenyl, 4-methoxyphenyI, 4-t-butylphenyl, 2,5-dichlorophenyl, 

3-chloropnenyl, 4-chlorophenyl, 4-trifluoromethyl phenyl; 

5 \ 

R 2 " is methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, pentyl, 

isopentyl, neopentyl, hexyl, 1,1,1-trifluorobutyl, allyl, cyclopropyl, 

cyclobutyl, cyclopentyl, cyclohexyl, phenyl, benzyl, tolyl or a 

substituted derivative thereof, 4-ethylphenyl, -C 6 H 2 (CH 3 ) 3 , 2-chloro- 

10 phenyl, 4-chlorophenyl, 2,5-dichlorophenyl, 4-trifluoromethylphenyl, 

^ campher-10-yl, 4-methoxyphenyl, 4-t-butylphenyl, 2,5-dimethyI- 

zz phenyl, 3-chlorophenyl 2-methoxy-5-methylphenyl, 2,3,5,6-tetra- 

EH methylphenyl, 2,3-dichlorophenyl, 2,4-dichlorophenyl, 2,6-dichloro- 
08 A /) 

l_y phenyl, 2-naphthyI, 3-triflnor6methylphenyl, 4-fluorophenyl, 2,4-di- 

15 fluorophenyl, 2-chloro$-me£hylphenyl, 2-chloro-4-fluorophenyl, 



p 2,5-dimethoxyphenyl, 3^oimethoxyphenyl, 3-chloro-6-methoxy- 

O \ 

pj phenyl, 2-trifluoromethylphenyl, 2-alkylsulfonylphenyl, 2-aryl- 

p! sulfonylphenyl, 3-(N-acetyl-6-methoxy)anilino, 2-methoxycarbonyl- 

S phenyl, 4-N-acetylphenyl, 4-ethylphenyl, 3-chloro-4-fluorphenyl, 2- 

20 fluorophenyl, 3-fluorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 

3,4-difluorophenyl, 1-naphthyl, 4-trifluoromethoxyphenyl, 2-trifluoro- 
methoxyphenyl, 4-chloro-2-trifluoro\henyl, 2-trifluoromethoxy-4- 
bromo-phenyl, 2-fluoro-4-trifluoromethylphenyl, 8-quinolinyl or 
a group of the formula 



25 
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H 3 C 




\\ 



CH, 





"A 




and the other sub^tituents are as defined in claim 2. 
A compound as claimed in o|aim 2, 
wherein, 

R 2 is -NR 2 'S0 2 R r or -NR f cdOR r ; 

R 2 ' is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclo- 
pentyl, cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative 
thereof as, for example,- 2-chlorophenyl, 2-methoxyphenyl, 2,4,6- 
trimethylphenyl, 4-methoxyphenyl, \ 4-t-butylphenyl, 2,5-dichloro- 
phenyl, 3-chlorophenyl, 4-chlorophenyl\ 4-trifluoromethyl phenyl; 



>2" 



is methyl, ethyl, propyl, isopropyl, butyl isobutyl, t-butyl, pentyl, 
isopentyl, neopentyl, hexyl, 1,1,1-trifluorobutyl, allyl, cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, phenyl, benzyl, tolyl or a 
substituted derivative thereof, 4-ethylphenyl, VQH^CHj^, 2-chloro- 
phenyl, 4-chlorophenyl, 2,5-dichlorophenyl, 4-\rifluoromethylphenyl, 
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campher- 1 0-yl, 4-methoxyphenyl, 4-t-butylphenyl, 2,5-dimethyl- 
pheny 1, 3 -chloropheny 1, 2-methoxy-5 -methy Iphenyl, 2,3,5 ,6-tetra- 
nethylphenyl, 2,3-dichlorophenyl, 2,4-dichlorophenyl, 2,6-dichloro- 
phenyl, 2-naphthyl, 3-trifluoromethylphenyl, 4-fluorophenyl, 2 5 4-di- 
fluorophenyl, 2-chloro-6-methylphenyI, 2-chloro-4-fluorophenyl, 
2,5-dmiethoxyphenyl, 3,4-dimethoxyphenyl, 3-chloro-6-methoxy- 
phenylA2-trifluoromethylphenyl, 2-alkylsulfonylphenyl, 2-arylsulfo- 
nylphenyK 3-(N-acetyl-6-methoxy)anilino, 2-methoxycarbonylphenyl, 
4-N-acetylphenyI, 4-ethylphenyl, 3-chloro-4-fluorphenyl, 2-fluoro- 
phenyl, 3-fluVophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4- 
difluorophenylA 1-naphthyl, 4-trifluoromethoxyphenyl, 2-trifluoro- 
methoxyphenyl, \ 4-chloro-2-trifluorphenyl, 2-trifluoromethoxy-4- 
bromophenyl, 2-fluVo-4-trifluoromethylphenyl, 8-quinolinyl, 
a group of the formula 



%Y T \> 

y — n o \^ — m 




CH, 




is a 1,3- or 1,4-bridging phenylene group>pptionally substituted with a 
methoxy or up to 2 fluororesidues; 



B is an optionally methyl-substituted 1,3- or \ 1,4-bridging phenylene 
group; \ 
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C \ is a direct bond or 



5 R 



it 



or 



R 

A- 



o o 



R 5 is abWt, -N0 2 , -CN, or is connected to one of R 3 , Y, R 4 or R 6 , if 
present, with formation of an optionally substituted carbocyclic or 
heterocyclic 4- to 6-membered ring system which includes X and can 
be saturated or unsaturated and/or can contain further heteroatoms; 

and the other substitufents are as defined in claim 2. 

5. A compound as claimed m claim 2, 



wherein 



R 2 is hydrogen, methyl^hyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentyl hexyl, cyclopropyl, cyclobutyl, cyclo- 
pentyl, cyclohexyl, phenyl,\ben2yl, tolyl or a substituted derivative 
thereof, an optionally substituted alkenyl residue, an optionally 
substituted alkinyl residue, 

U is a direct bond, 



V is -CHR 7 - or -CHR 7 (CH 2 ) M -; 



R 7 is -NR 7, S0 2 R ?,, 5 -NR 7 'COOR r , -NJt 7 'COR r , -NR r CONR r 2 or 
-NR 7 'CSNR r 2 ; 
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R r hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclo- 
petotyl, cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative 
thereof as, for example, 2-chlorophenyl, 2-methoxyphenyl, 2,4,6- 
5 trimethylphenyl, 4-methoxyphenyI, 4-t-butylphenyl, 2,5-dichloro- 

phenyl/3-chlorophenyl, 4-chlorophenyl, 4-trifluoromethyl phenyl; 

R 7 " is methyl Athyl, propyl, isopropyl, butyl, isobutyl, t-butyl, pentyl, 
isopentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclopentyl, 
10 cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative thereof, 

-C 6 H 2 (CH 3 ) 3 , 2-Worophenyl, 4-chlorophenyl, 2,5-dichlorophenyl, 
4-trifluoromethylpftenyl, campher-10-yl, 4-methoxyphenyl, 4-t-butyl- 
phenyl, 2,5-dimetRVrahenyl, 2,6-dimethylphenyl, 3-chlorophenyl, 
2-methoxy-5-methytohWl 2,3,5,6-tetramethylphenyl, 2,3-dichloro- 
j^jj 15 phenyl, 2,6-dichlofQ|*henyl, 2-naphthyl, 3-trifluoromethylphenyl, 

» 4-fluorophenyl, 2,4difluorophenyl, 2-chloro-6-methylphenyl, 

g 2-chloro-4-fiuorophenyl, 2,5>dimethoxyphenyl, 3,4-dimethoxyphenyl, 

^ 3-chloro-6-methoxyphenyl, 2-\rifluoromethylphenyl, 2-alkylsulfonyl- 

O phenyl, 2-arylsulfonylphenyl, 3-\N-acetyl-6-methoxy)anilino, 2-meth- 

20 oxycarbonylphenyl, 4-N-acetylpnenyl, 4-ethylphenyl, 3-chloro-4- 

fluorphenyl, 2-fluorophenyl, 3-fluo\pphenyl, 2,4-difluorophenyl, 2,6- 
difluorophenyl, 3,4-difluorophenyl, Vnaphthyl, 4-trifluoromethoxy- 
phenyl, 2-trifluoromethoxyphenyl, or J^quinolinyl, 
and the other substituents are as defined in claini2. 



m 



WW 



25 



A compound as claimed in claim 2, 



wherein 

30 R 2 is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 

pentyl, isopentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclo- 
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6 



*3 
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Q 

m 



10 



15 



U 



pentyl, cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative 
hereof, an optionally substituted alkenyl residue, an optionally 
[ alkinyl residue, 

is a direct o^nd; 

is -CHR 7 -; 




R 7 is -NR r S0 2 R 7 " or -NR r COOR 7 ; 



is hydrogen, methyl, ethyl\ propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentyl\hexyl, cyclopropyl, cyclobutyl, cyclo- 
pentyl, cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative 
thereof as, for example, 2-chldtophenyl, 2-methoxyphenyI, 2,4,6- 
trimethylphenyl, 4-methoxypheny\ 4-t-butylphenyl, 2,5-dichloro- 
phenyl, 3-chlorophenyl, 4-chlorophen\l, 4-trifluoromethyl phenyl; 



o 



20 



25 



30 



R 7 " is methyl, ethyl, propyl, isopropyl, buQtl, isobutyl, t-butyl, pentyl, 
isopentyl, neopentyl, hexyl, cyclopropyl\ cyclobutyl, cyclopentyl, 
cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative thereof, 
-C 6 H 2 (CH 3 ) 3> 2-chlorophenyl, 4-chlorophenyL 2,5-dichlorophenyl, 
4-trifluoromethylphenyl, pampher-10-yl, 4-metttoxyphenyl, 4-t-buty- 
phenyl, 2,5-dimethylphenyl, 2,6-dimethylphenw, 3-chlorophenyl, 
2-methoxy-5-methylphenyl, 2,3,5,6-tetramethyIpheWl, 2,3-dichloro- 
phenyl, 2,6-dichlorophenyl, 2-naphthyl, 3-triflu^omethylphenyl, 
4-fluorophenyl, 2,4-difluorophenyl, 2-chloro-oWiethyIphenyl, 

2- chloro-4-fluorophenyl, 2,5-dimethoxyphenyl, 3,4-dim6thoxyphenyl, 

3- chloro-6-methoxyphenyl, 2-trifluoromethylphenyl, 2-allkyIsulfonyl- 
phenyl, 2-arylsulfonylphenyl, 3-(N-acetyl-6-methoxy)ariilino, 2- 
methoxycarbonylphenyl, 4-N-acetylphenyl, 4-ethylphenyl, 3-ohloro-4- 
fluorphenyl, 2-fluorophenyl, 3-fluorophenyl, 2,4-difluorophenjd, 2,6- 
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rn. 



10 
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e 

DO 



15 



20 



25 



difluorophenyl, 3,4-difluorophenyI, 1-naphthyl, 4-trifluoromethoxy- 
phenyl, 2-trifluoromethoxyphenyl, or 8-quinolinyl, 

A is a ^3- or 1,4-bridging phenylene group optionally substituted with a 
methoxV or upto 2 fluoro residnes; 

B is an optionally methyl-substituted 1,3- or 1,4-bridging phenylene 
group; 

C is a direct bond \or 




W is direct bond or a -CH 2 -gro 



X is O or S 



Y is a direct bond 



R 5 is absent 



and the other substituents are as defined in claim 2 



7. A compound as claimed in claim 2, 



wherein 



R 2 




is hydrogen, methyl,\fih$0>ropyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, [£^entyl, hexyl, cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, \henyl, benzyl, tolyl or a substituted 
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^erivative thereof, an optionally substituted alkenyl residue, an 
optionally substituted alkinyl residue, 



U 



is a direct bond, 



01 
£0 

m 

□ 



10 



15 



V is a C^-Vlkylene group which is optionally substituted by one or more 
residues R? which are selected from the group consisting of hydrogen, 
methyl, ethyl propyl, isopropyl, butyl, isobutyl, t-butyl, pentyl, 
isopentyl, n^opentyl, hexyl, cyclopropyl, cyclobutyl, cyclopentyl, 
cyclohexyl, phenyl, benzyl, tolyl, a substituted derivative or a 
saturated or unsaturated, optionally substituted heterocyclic analog 
thereof, an optionally substituted alkenyl residue or an optionally 
substituted alkinyl residue; 

and the other substituents are asVlefined in claim 2. 

A compound as claimed in claim : 



o 



20 



25 



wherein 



R 2 



is hydrogen, methyl, ethyl, propyl,\sopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentyl, hexyl, Vyclopropyl, cyclobutyl, cyclo- 
pentyl, cyclohexyl, phenyl, benzyl, ttfiyl or a substituted derivative 
thereof, an optionally substituted alkfenyl residue, an optionally 
substituted alkinyl residue, 



U is a direct bond, 



30 



is -CHR 7 -; 
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R 7 l is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
\ pentyl, isopentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclor 
\pentyl, cyclohexyl, phenyl, benzyl, tolyl or a substituted derivative 
thereof, an optionally substituted alkenyl residue, an optionally 
substituted alkinyl residue, 

A is a 1,3-Vr 1,4-bridging phenylene group optionally substituted with a 
methoxy or up to 2 fluoro residues 

B is an optionally methyl-substituted 1,3- or 1,4-bridging phenylene 
group; \ 

C is a direct bond or 

W is a direct bond or 
X ist O or S; 
Y is a direct bond 
R 5 is absent 
and the other substituents 
9. A compouiid as claimed ij 
wherein \ 
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is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
^entyl, isopentyl, neopentyl, hexyl, cyclopropyl, cyclopropylmethyl, 
slobutyl, cyclopentyl, cyclohexyl, phenyl, benzyl, tolyl or a 
substituted derivative thereof; 



5 u \ 



m 

I , E 

Q 

m 



K 1 



10 



15 



R 2 is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopfentyl, neopentyl, hexyl, cyclopropyl, cyclobutyl, cyclo- 
pentyl, cyclonfexyl, phenyl, benzyl, tolyl, phenylethyl, a substituted 
derivative or A saturated or unsaturated, optionally substituted 
heterocyclic analog, thereof, an optionally substituted alkenyl residue, 
an optionally substituted alkinyl residue; 

U is a direct bond or an optionally substituted C ] . 3 -alkylene group; 

V is -NR 8 CO- or -NR 8 SO r ; 



20 



R 8 is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentyl, hexjd, cyclopropyl, cyclopropylmethyl, 
cyclobutyl, cyclopentyl, cyclohexyl phenyl, benzyl, tolyl, phenyl- 
ethyl, phenylpropyl, phenoxyethyl or a substituted derivative thereof; 



25 



A is a 1,3- or 1,4-bridgingphenylene group or a 2,4- or 2,5-bridging 
thienylene group which are unsubstituted\>r have at least one alkoxy 
or halogeno residue; 

B is a 1 ,3- or 1,4-bridging phenylene group whicl^is unsubstituted or has 
at least one alkyl residue; 



W 



is a direct bond or an optionally substituted C 10 -alkylene group; 
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is 




i\ hydrogen, methyl, ethyl, propyl, isopropyl, butyl, 1-methylpropyl, 
isobutyl, t-butyl, pentyl, 2-methylbutyl, isopentyl, neopentyl, hexyl, 
Ci^perfluoroalkyl, cyclopropyl, cyclopropylmethyl, cyclobutyl, 
cyclopentyl, cyclohexyl, cycloheptyl, 4-methylcyclohexyl, 3,3,5-tri- 
methylcydohexyl, 5-methyl-2-hexyl, allyl, propinyl, phenyl, benzyl, 
tolyl, benzoyl or a substituted derivative thereof, C M -alkylamino-C M - 
alkyl, C M -dlalkylamino-C 1 . 4 -alkyl, amino-C^-alkyl, C M -alkyloxy- 
Ct ,-alkvL Ci_-\perfluoroalkvl-Ci ^-alkvl. one of the residues fa1> to 
(a51) or is connected to one of R\ Yor R 6 , if present, with formation 
of an optionally substituted heterocyclic 4- to 6-membered ring system 
which includes the nitrogen atom to which R 3 is bonded and can be 
saturated or unsaturated and/or can contain further heteroatoms; 

is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, 1-rnethyl-propyl, 
isobutyl, t-butyl, pentyl, 2\methyl-butyl, isopentyl, neopentyl, hexyl, 
C i .4-perfluoralky 1, cyclopropyl , cyclopropy lmethy 1, cyclobutyl, 
cyclopentyl, cyclohexyl, cycfoheptyl, 4-methylcyclohexyl, 3,3,5-tri- 
methylcyclohexyl, 5-methyl-2-hexyl, allyl, propinyl, phenyl, benzyl, 
tolyl, benzoyl or a substituted derivative thereof, C M -alkylamino-C M - 
alkyl, C M -dialkylamino-C M -alkyk amino-C M -alkyl, C M -alkyloxy- 
C M -alkyl, C 1 .2"perfluoralkyl-C 1 . 4 -^kyl, one of the residues (al) to 
(a51) or is connected to one of R 3 , YW R 6 , if present, with formation 
of an optionally substituted heterocyclic 4- to 6-membered ring system 
which includes the nitrogen atom to which R 4 is bonded and can be 
saturated or unsaturated and/or can contain further heteroatoms; 



is CHN0 2 , CHCN, O or S; 
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Y \ is a direct bond or a substituted or unsubstituted methylene or methine 
R 5 is absenk 

R 6 is hydrogen, methyl, ethyl, propyl, isopropyl, butyl, 1-methylpropyl, 
isobutyl, t-butyl, pentyl, isopentyl, 2-methylbutyl s neopentyl, hexyl, 
C M -perfIuoroalkyl, cWlopropyl, cyclopropylmethyl, cyclobutyl, cy- 
clopentyl, cyclohexyl, cycloheptyl, 4-methylcyclohexyl, 3,3,5-tri- 
methylcyclohexyl, 5-methyp2-hexyl, allyl, propinyl, phenyl, benzyl, 
tolyl, benzoyl or a substituted derivative thereof, C M -alkylamino-C M - 
alkyl, C M -dialkylamino-C M -alkyl\^ino-C M -alkyl, C M -alkyloxy- 
C^-alkyl, Ci_2-perfluoroalkyl-Ci^-allQd, one of the residues (al) to 
(a51) or is connected to one of R 3 , Y, R 4 , flRjjresent, with formation of 
an optionally substituted heterocyclic 4- to Scmembered ring system 
which includes the nitrogen atom to which R 6 Is bonded and can be 
saturated or unsaturated and/or can contain further neteroatoms. 



1 0. A compound as claimed in claim 9, 
U is a direct bond or -CHR 7 -; 

R 7 is hydrogen, meth^L ethyl, propyl, isopropyl, butyl, isobutyl, t-butyl, 
pentyl, isopentyl, neopentvta hexyl, cyclopropyl, cyclobutyl, cyclo- 
pentyl, cyclohexyl, phehyl^beftzyl, tolyl or a substituted derivative 
thereof, an optionally (pubsiituted alkenyl residue, an optionally 
substituted alkinyl residue or pyridyl; 
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A 



is a 1,3- or 1,4-bridging phenyleneVroup optionally substituted with a 
methoxy group or up to 2 fluoro residues; 
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B \ is an optionally methyl-substituted 1,3- or 1,4-bridging phenylene 
t group; 



W is a direct bond or a -CH 2 -group; 



C is 




X is O or S 



Y is a direct bond 



R 5 is absent 



and the other substituents are as defined in cl^im 9. 



11. A compound as claimed in claim 9, 



wherein 

A is a 2,4- or 2,5-bridging>tiiienylene groups which is unsubstituted or 
has at least one alkoxy resioue 



and the other substituents are as defined\bove. 



12, 



A process for the pre] 
general formula (1) 



ation of compounds as claimed in claim 1 having the 
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R 

V-A-B-W C 
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0) 



which comprises 
the steps 

a) reaction a carboxylic acid derivative of the formula (2) 
O 



"V— A— L 



(2) 



where 

P is a conventional protective group, a solid phase used for 
carrying out\p solid-phase reaction or R 1 is as defined in 
claim 1; 

A is a phenylene ghup which is 1,3- or 1,4-substituted or a 
thienylene group which is 2,4- or 2,5-substituted with respect 
to V and L and optionally has additional residues; 

L is -H, -F, -CI, -Br, -I, -S^vf, -N 2 + or an organometallic residue; 
and the other residues are a^, defined in claim 1 ; 

with a phenyl compound of the formula (3) 



M-B-W-D 



where \ 

M is -H, -I, -N 2 + , -COOCOBN0 2 or an orgdnometallic residue; 
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V B is a phenylene group which is 1,3- or 1 ,4-substituted with 
respect to M and W-D and optionally has additional residues; 



W is as defined in claim 1 ; 



D is -NO\ -NH 2 or -CHO; 




to give a biphenyl or thienyl^phenyl compound of the formula (4) 



O >^ V— A— B\W-D 



(4) 



where the residues are as defined above; 

b) conversion of the residue D into the corresponding amino group, if D 
is not -NH 2 ; and 



c) 



if appropriate, derivatization of nitrogen atoms presfent at preferred 
times within the preparation process and/or the conversion of the 
compound obtained into the free acid and/or the conversion of the 
compound obtained into one of its physiologically acceptable\alts by 
reaction with an inorganic or organic base or acid. 



13. The process as claimed in claim 12, 



wherein 




all steps during the bondmg\of the carboxylic acid derivative of the formula 
(2) are carried out on a solid phase. 
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14. 



process as claimed in claim 12, 




wherein 



a carboxylic acid derivative of the formula (2), in which 



L is -F, -CI, -Br or -I 
and the other resih^ are as defined in claim 12, 
is reacted with a phenVl compound of the formula (3), in which 
M is an organometallfc residue; 
and the other residues are as pifined in claim 12, 
in the presence of a palladium compound and of a phosphane. 
15. The process as claimed in claim 12, 
wherein 

the carboxylic acid derivative of the formula (2) contains a sulfonamide or 
carbamate group which was formed by reaction of an amino group of the 
corresponding precursor of the carboxylic ac\d derivative of the formula (2) 
with a sulfonyl halide or a carbamoyl halide. 



1 6. The process as claimed in claim 12, 



wherein 
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if D is -N0 2 in the compound of the formula (4), the conversion of D into an 
amnio group is carried out in the presence of a tin-(II) compound. 



1 7. The process as claimed in claim 1 2, 



wherein 



10 



if D is -CHO in the compound of the formula (4), the conversion of D into an 
amino group is carried out by reaction with an amine under reducing 
conditions. 



OS 



15 



1 8. The process as claimedin claim 1 2, 



wherein 



CO 

[U 
0 



20 



the compound of the formula (4) inWhich D is an amino group is converted 
into a urea or thiourea unit, where R 4 Vnd R 6 are as defined in claim 12, by a 
reaction of this amino group with a carbonic acid derivative or thiocarbonic 
acid derivative and a subsequent reaction this with an amine of the formula 
NHR 4 R 6 . 



25 



ft 



30 



19. A pharmaceutical composition comprising at least one of the compounds as 
claimed in one \>f claims 1 to 1 1. 

20. The use of compounds as claimed in one of claims 1 to 1 1 for the production 
of pharmaceutical cony>ositions having integrin-antagonistic action. 

2 1 . The use of compounds ofthe general formula (1 ) 
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V-A-B-W C 



(1) 



A5 



where 



R 1 is hydrogen^ a substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted Nor unsubstituted aryl residue or a saturated or un- 
saturated, optionally substituted heterocyclic residue; 



10 



R 2 is hydrogen, a substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted or unsubstituted aryl residue, a saturated or unsaturated, 
optionally substituted heterocyclic residue, an optionally substituted 
alkenyl residue, an optionally substituted alkinyl residue, 
-NR 2 *S0 2 R 2 ", -NR 2 'COOr\ -NR 2 COR 2 ', -NR 2 CONR 2 2 or 
-NR 2 *CSNR r 



2> 



15 



R 2 ' is hydrogen, a substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted or unsubstituted aryl Vesidue or a saturated or un- 
saturated, optionally substituted heterocyclic residue; 



20 



R 



2" 



is a substituted or unsubstituted alkyl, alkeWl or cycloalkyl residue, a 
substituted or unsubstituted aryl residue or a\^aturated or unsaturated, 
optionally substituted heterocyclic residue; 



U is a direct bond or a substituted or unsubstituted alkylene group; 



V is a substituted or unsubstituted alkylene grouV -NR 2 *CO- or 
-NR 2 'S0 2 -; \ 
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and B are each independently of one another a 1,3- or 1,4-bridging 
phenylene group or a 2,4- or 2,5-bridging thienylene group each of 
Which may optionally have additionall substituents, 



W is a Sirect bond or a substituted or unsubstituted alkylene group; 



R 3 



is a direct bond or 



or 



\ 



r 



o x o 

is hydrogen, a substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted or unsubstituted aryl residue, a saturated or unsaturated, 
optionally substituted heterocyclic residue, an alkylamine residue, an 
alkylamide residue or\s connected to one of R 4 , Y, R 5 or R 6 , if present, 
with formation of an optionally substituted heterocyclic ring system 
which includes the nitrogen atom to which R 3 is bonded, and can be 
saturated or unsaturated an(W can contain further heteroatoms; 



R 4 is hydrogen, a substituted or unVubstituted alkyl or cycloalkyl residue, 
a substituted or unsubstituted aryl residue, a saturated or unsaturated, 
optionally substituted heterocyclicWsidue, an alkylamine residue, an 
alkylamide residue or is connected taone of R 3 , Y, R 5 or R 6 3 if present, 
with formation of an optionally substituted heterocyclic ring system 
which includes the nitrogen atom to which R 4 is bonded and can be 
saturated or unsaturated and/or can contain further heteroatoms; 



X is CHN0 2 , CHCN, O, N or S; 



Y 



is a direct bond or an optionally substituted alky 



:ne or alkine group; 
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R 5 



10 



iV absent, or is hydrogen, a substituted or unsubstituted alkyl or cyclo- 
allM residue, -N0 2 , -CN, -COR y , -COOR 5 ', or is connected to one of 
R 3 , YVR 4 or R 6 , if present, with formation of an optionally substituted 
carbocytdic or heterocyclic ring system which includes X and can be 
saturated or unsaturated and/or can contain further heteroatoms; 

is hydrogen, a Substituted or unsubstituted alkyl or cycloalkyl residue, 
a substituted or ^substituted aryl residue or a saturated or unsatu- 
rated, optionally substituted heterocyclic residue which can be 
saturated or unsaturated\and/or can contain further heteroatoms; 



fe? - 



f 5 ^ 



Q 



15 



20 



25 




R° 



is hydrogen, a substituted or\unsubstituted alkyl or cycloalkyl residue, 
a substituted or unsubstitutedVaryl or aroyl residue, a saturated or 
unsaturated, optionally substituted heterocyclic residue, an alkylamine 
residue, an alkylamide residue or i\ connected to one of R\ R 4 , Y or 
R 3 , if present, with formation of an optionally substituted heterocyclic 
ring system which includes the nitrogefl atom to which R 6 is bonded 
and can be saturated or unsaturated and/or can contain further 
heteroatoms; 



and their physiologically acceptable salts and steWisomers, for the 
production of a pharmaceutical composition for the inhibition of angiogenesis 
and/or for the therapy and prophylaxis of cancer, osteolyticNjiseases such as 
osteoporosis, arteriosclerosis, restenosis, rheumatoid arthritis ahd ophthalmic 
disorders. 




22. The\ise as claimed in claim 21, 



whereinN 



30 



WO 00/35864 



PCT/EP99/09843 



355 



a compound asN^aimed in one of claims 1 to 11 is employed for the 
production of a phalpj aceutical composition for the inhibition of angiogenesis 
and/or for the therapy Vd prophylaxis of cancer, osteolytic diseases such as 
osteoporosis, arteriosclerosis, restenosis and ophthalmic disorders. 




fry 



